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(57) Abstract 



Compounds represented by the following general formula: 



I 

a. 

(wherein Rj represents H, halogen, lower alkyl, lower alkoxy, lower alkylthio, lower alkylsuifinyl, lower aikylsulfonyl, nitio 
or cyano, R 2 represents lower alkoxy carbon yl or halogeno-lower-alkoxycarbonyl, R 3 represents H, lower alkyl, lower al- 
koxycarbonyl or halogeno-lower-alkoxycarbonyi, R 4 represents H, halogen, lower alkyl, lower alkoxy, lower alkylthio, 
phenyl, lower alkyl- or lower alkoxy-substituted phenyl, carboxyalkyl or aralkyloxycarbonylalkyl), a process for their pre- 
paration. and a medicinal composition containing same having an immunity-controlling action effective against chronic 
articular rheumatism, viral diseases, cancer, etc 
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- ( 2,2,2 - h V ^ o a x h -7 * ^ ,^ - ) 7" £ y J 
-4 - 7 x - ^f 7 / - ^ 2.8 f t 3 
IAA : 130 ~ 131 C 

7C^£h#ffiiL : CasHiaCZsHaOgS > L ~C 

C H CZ ' IT S 

S 8n itt (#) 42.70 3.-03 29.09 7. 66 8.77 
f^i£ 3f (#) 4 2.81 3. 07 29 .18 7.67 8.87 " 
NMRCa^fO-^ ppm) : 3.68 ( 3 H , s ) , 5 . 03 ( 2 H , s ) , 

7.2—7.9 (5H, m ), 7.62 ( 2 H, 
6 ) 

±E*»«!I 1 - 2 OHftK** Lt, Ti£H*i^3~ 
10 O f fc % * it L ?fe o 
^ j£ #J 3 

2 - \£ X* (2,2,2 - h 'J ^ n ax h * ^ d* — JU ) 

t ? y - 4 - ( p -*?-A' i 5-,t-7 3-=-j'~ ) ^- t y* — o 

& M> : 153 ~ 154 *C 

7C X 5* #f t£ : c ls H ia cz« K a o«,s 8 <t L T 

C H CZ N S 

Slfcifif*) 33.5 3 2. 1 1 3 7.12 4. 89 11 . 19 
9k&<&.(#l 33.4 9 2. 18 3 7.19 4.88 11.23 
NMR(5CDCZ 3 ppm ) . 2.52 ( 3 H, s ), 4.88 ( 4 3, e ), 

7.3-7.8 ( 5H, = ) 
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^ n 4 

2 - * .* ( 2,2,2 - h 'J * o ax h * * „, * ^ ^ } 

T $ y - 4 - (""P >i J- ^ As ? ^ — A, ? - jx, ) ^ 7- 

V - ^ o 

: 164 ~ 16 5 *C 
7C ^ # tit : C ls H aa C£. 6 N 2 0 s S 2 t LX 

C H ' IT g 

£il£Mif(#) 32.62 2.05 36 .11 4.76 10. 89 
32.65 2.03 36.16 4.78 10.91 . 

8.05 ( 5H, m) 

ifj 5 

2 - if * ( 2,2,2 - F ^oax^.y^^^) 
T?y-4-(p-^ hn 7- c = } ^ T . r _ ^ Q 
*I£ ^ : 147 ~ 148 "C 

7C ^ 5- #f |g : C 1S H 9 C^NaOgS <t L "C 

• C H CZ. if s 

31.50 1.58 37.19 7.34 5.60 
^^tit^) 31.45 1.60 37.24 7.49 5.58 
WR(a5fi§0-d. ppffi) : 5.15 ( 4 H, s), 8 .38(4I, q) , 

8.72 (1H, s) 

^ jg 0Q 6 

2 - ( 2,2,2 - h * ^ = a x h * } 

T $ y - 4 _ C P-.> 7 ;7i. Mf7/ _, 
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B & : 94 — 96 'C 

7u m # #r »! : c X6 h 9 cx s n 3 o 4 s <b L -r 

C E CZ N S 

IftB&M 34.81 1.64 38.53 7.61 5.81 
H^itti^) 35.05 1.59 38.63 7.71 6.00 
NMR(d xMS"f 3 p P m > : 4 - 9 5 (4 3, s ) F 7.85—7.95 ( 5 H f 

m ) 

ii m m 7 

2 - * ( 2,2,2 - h V ? a n X h ^ y ij * rK = J\y ) 
T i y - 4 - ( P-y h =^ -> 37 = ^ ) f 7 '/ - ^ „ 
(IS : 138 — 140 'C 

7cMfi-%f\& : C i6 Hi8CZ«N a 0 5 S t LX 

C H CZ N S 

MW5im.(#) 34.50 2.17 38.18 5.03 5.76 
f^l£lfi:(#) 34.43 2.06 37.87 5.04 5.70 
NMRC^gCZs ppm:) . 3.84(3H,s), 4 .87(4H, s),6.94 

( 2 H, d ), 7.77 ( 2 H, d ), 7.42 ( 1 H, 
■ ) 

2 - \* ( 2,2,2 - b »J # a ax. h -> * .-^ — ./u- ) 

7" ? y - 4 - ( p -7f ^7i = ^ ) t y' — 0 

raS : 139 — 140 *C 

7U ^ #? iS : Ci 6 H 12 CZsN 2 0 4 3 t L t 
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c H C/, N S 

35.52 2.24 39.32 5.18 5.93 
HffclSt^) 35.50 2.10 3 9.70 5.11 6.01 
NMR(4ggf3 p pm) : 2.38 ( 3 H, s ), 4.87 ( 4H, s ), 7.23 

( 2 H, d ) , 7 . 73 ( 2 S, d ) , 7.48 ( 1 H, 
■ ) 

n si n 9 

2 ( 2,2,2 - h V S n u 3L b *r -h ji, — n, ) 

7:? y-4 — (p-^bb7.x..=. ^ ) f 7/-* 0 
i5 : 146 — 147 C 
7c & 5- m : c 15 h 19 cx,n 2 o 4 s ch L "C 

c H cz, N s 

Silt W 32.09 1.62 44.20 4.99 5.71 
5£*fcflt(# 32.11 1.52 44.09 5.20 5.69 
NMR( 5 CI)CZ3 ppm; . 4.86 ( 4H, s ), 7.28 ( 2H, d ), 

7.78 ( 2H, d), 7.54 ( 1 H, s ) 

^ 9fi m 10 

2 - ^ ( 2,2,2 - h ij ^ b B i h * * s ^ ) 

T i y - 4 - ( O - — h ci:7i^;u) ^ -7- V* — „ 
^ ^ : 143 — 144 *C 

7C^##fflg : C ia H 9 C/. a N 3 0«S t L X 

C H 2: S 

& St <£ v$ 31.50 1.58 37.19 7.34 5.60 
^ Ift 'A <&) 31.75 1.45 37.34 7.49' 5.74 
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"" • (21) 

NMR(<5^§f 3 PPm) : 4.90 ( 4 H, s ), 7.49 ( 1 H, s ) , 

'7.4-7.9 (4H, a) 

H m ffl ii "" ' . 

2 - T i y - 5 4 — 7 x •=■ -f- T '/ - ^ 3.8 

f £ ? nr A- gg 2,2,2 - h U ^ <= njH^^X.^7 : ->'U5.0 
? I ^ i 7k t ^ h U * a 2 . 0 ? i t 7 t h ^ 50 m£ cp 

IF 9\ L f V Hi ** * * a •* h f ? 7 -i - K 

# L\ ^ = o * ^ T ffl L 2,2,2 - h V y n n X 5^ A 
N - ( 5 - ^ J\y - 4 -^x^a-^-TV — A- - 2 — *f a ) 

* - ^ - h 4.7 ?3:*§7to 
US : 136 — 137 *C 

7C M ft #T ii : CisHnCfcstfabaS i Lt 

C H CZ N S 

SSfrlfifc*) 42.70 3.03 29.09 7.66 8.77 
§gj&1i£(0) 42.93 3.07 28.99 7.79 9.00 
NMRj^Bif 3 ppm) : 2.48 ( 3 H, a ). 4.46 ( 2 E, s ), 

7.22 — 7.64 (51, m }, 11.0 ( 1 H, 

*r : D a 0 -C ffi ) 

ffcafifl|12 

<y - ( * <?- a, 7 — A, ) T-fe h ^xy ^ 2.0 F 3: 

>- -tr ;/ 20 ^ c£ (C # ffc , £ 7X IC r= ffc ^ * - a 1 . 4 7 

* io # « -c ?t o «^fcao^«it^L7ta-irs istK ^ 
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it o ^ ^ (C 2,2,2 - h U ^aax^-^N - ^ ^ ± ^ - 

2.5 9 t * dfc zk * + b >; * a i . o * £ 

# L , - ^ -t£ >- - ^ - 7=-. ^ ( 20 : 1 ) ^ * J> *t ffi L . 2 , 
2,2 - h y^oai^^N - ( 5 -*+ju<f-*- Aj - 7 

fa£ -* 98 — 100 'C 

7C ft 5* #f lit : C 13 H 21 cz. 3 N 2 o 2 s 2 t IsX 

C H C/, N s 

Sift tit 39.25 2. 79 26.74 7. 04 16. 12 

39.20 2.57 27.00 7. 06 16.03 
NMR(*CgC^ ppm) . 2 2g (3Hf s )f 4>44 (2Hj fl }> 

7.0-7.85 ( 5 H, m ), 10.2 ( 1 H, 
br : D 2 o ^ ) 

-b i£ ft Si 9RJ 11 . 12 © ?1 ft k « ft L T ^ T 15 ^ ^ flj 13 ~ 17 

ft at n 13 

2,2,2-h 'J^n BX f,vS.( 5-^ = 0- 4-.^ 
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& & : 115 — 116.5-C 

7U 3§ # #T ffi : Ci2H 8 CZ4N a 0aS i L t 

c e c.£ :: s 

SlraHt(^) 37.33 2.09 36.73 7.26 8.31 
37.61 1.99 36.81 7.40 8.36 

NMR C 5 TMsf 3 P pm ) : 4 * 55 ^ 2 H ' s ^' 7.2 — 8.0 ( 5E, o ) , 

9 . 44 C 1 H , t>r : b 2 0T'1 £c ) 

m. n m u 

2,2,2 - h U ^ » n i f > N - ( 4, 5 - 7 x i vu f 
T y* — ^ - 2 - < ) # — ^ > — h 
St.^ : 183— 187'C 

7Umfr%fM. : C a8 Hi 3 CX 3 N 2 0 2 S i It 

C E C-£ N S 

3 Sfr ffi (*) 50.54 3.06 24.86 6.55 7.50 
Hlftttft) 50.58 3.25 24.83 6.76 7.50 

NMR(5gggfa p p E ) : 4.43 (2K, s ), 7 — 7.4 ( 10H, m ), 

1 0 . 5 C 1 E, b r : D 2 0"C M ) 

fl #1 15 

2,2,2 - h V^n n I f MJ - £ 4,5 - * C p - > 
l« ^ 7 x - ^ ) -f- T y* — — 2 — A j 77 — '< 2 — h 
ife : 188 — 191 *C 

7E ft #T fit : C i0 H i7 CX ; Na0 4 3 <b L T 

c H :: s 

3 life Ht (*) 49.25 3.51 21.80 5.74 6.69 
HSfclH(#) 49-15 3.91 22.25 5.54 6.68 

vv>- v/IFO 
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NMRC^MSO-de ppm) . 3 . 8 6 ( 3 H. s ) . 3 . 88 C 3 hTTTT 

5.03 C 2 H , s ), 6.7 — 7.1 (4H, 
e ), 7.1 — 7.5 ( 4 E , a ), 12.35 
C 1 K, br : 2 Z 0 t IK ) 

m m n 16 

4-7x^^-2-( 2,2,2 - h ij ^ n n x h ^ A 
a- *> ^ ju ) t $ y T y* - a, - 5 M/^^^y ->;;ux 

^ J- J\s 

7C^ft%?{& : C 2 iHi 7 CZ 3 Na0 4r S £ L T 

C H CZ N 3 

Steffi^ 50.46 3.43 21.28 5.61 6-42 
50.55 3.41 21.31 5.65 6.46 
*™*C*TMsf 3 PP*) : 3.9(2E, S ), 4.52 C 2 H. a ) , 

5.2 (2H, s ), 7.3 — 7.8 (103, m ) 

n m m 17 

^ tffe #J 6 O^-Ty*— A 1.8 f h 7 t K n 7 7 y 30 

4* <C ?P L . 10 # 7 * ^ / # - # 2 .0 7 £ *0 A 

+ -if y - -f h 7 t KD77yO)I^g^ t i #s | U 
4 - ^ * = ^ - 2 - C 2,2,2 - h U ^ = B i h * -> # a 
^ = ^)T*y^7y--.v-5 - < 0.9 f £ ft fc 0 

ftt : 2 22 'C ( ft m ) 
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• 23 

Ttmfrtifim. • c 14 h u c/ 3 n 2 o 4 s t L "C 

C H CZ N S 

gift-lit (*) 41.04 2.70 25.96 6.84 7.83 
40.74 2.71 26.00 6.75 7.81 
NMR(S^fO- d * ppm) : 3. 94 ( 2H, s ), 5.04 C 2 Hi s ), 

7.2—7.8 ( 5H, m ), 12.5 C 2H, 
br ) 

£ > -i? m m i6 © n m 9 . 2 - r ? y - 4 - 7 a = ■ 

*> 7 >S — As — 5 — yv- f£ r§£ >" i? Jis si ^ p - * h A* 

2 — T ? y - 4 - 7xz;uf7/-> - 5 - A'^t 
5.0 F cb -« ~J ~? A* = — 15 m£ £?> J: P — K J** y 

**yR 4.84f i t ^* y -fe* y 40 ntf 4 1 * -t 6 ^ II > & oft 
TtSS^.^Tfeo S Cv £ — 7- Jis 100 m£ fp 'SC tin £ ^ #f 

i K I 2 - T ? y - 4 - 7 x - ;u ^ 7 — ^ - 5 - 

> gt 3; y j; ^ x a f ^ ? — h^xy^/w*y^^9.7 

. f # # tl ft o 

H£ : 124 — 128'C . 

NMR(«§2§f 3 ppm) : 2.3(3H,s ), 3.64 C 2 H, s ), 5.1 

(2H, s ) , 7.0—7.8 (14 5, a), 9.2 
( 2 H, tr ) , 13. 02 ( 1 H, tr ) 
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1) — 




R ^ve^ n- 



(1) 



( * + . Rx * * K ^ . , ® T ^ ^ 

»s * jx. n, 4 - ^ S . fi#7^^ A^^t^^g^ 
^,t'^ SXtt „ n ^ ^ ^ T ^ = ^ ^ ^ ^ ^ ^ ^ 

T ^ =r * ~y * L ^ H* « * * « 

= ^ IK ^ . i£^T^^^^^ fiiT^^.^S, ffi 



— h 



& 1. & •> t y as 2j» y 7t 
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^ (27) 

&§P^ 3T-7t 1^ XHI t € t) , R* TfC 35 ® ^ 

t |) K Ra , R 3 *'*K: 2,2,2 - h 'j^aaxh^C* 

f 7 v" - yt, i 3| * o 

3 ; — «£ 5£ (1) 4> > R* ® -7- . * f- ** & > * H •> 

^ ^ f- * & „ 7 i — J* & * ij^^i^-y^-^-^^^X. 

O* *< x ft* * * ~y ij as & — ^ ^ f ^i*^ igp*t, 

"C j? ^ ■ Ra 2,2,2 - h U 9 = oil. ^ -y * ^ i ^ 
^ If £fc a 

4) — 




a) 



R 2 



( s£ 4* * RidiTk^lE^. ~ ° f y A * i£^T/u^^ 

^ A- ^ !7 — ^ ^ , gfT^^A'^/i'*- ^ x 
- h ttt-/7/SI:i79 L, R2?±{£^T^=r^ 

* As M =■ Ji> & -± nr ^ 7 g § 7 ^ n * -y * ^ 

= m t Mi? L . R 3 *± Tic « ■* it'rl^^TJ^^^m 

Z> f± 1£ *5 T a* 3 3 s - * .-r* ^ i* 7fe tt -~ a y 

(S ^ r a- =r s/ * a* a- g ^ ^ 7p L . R* i± 7k m lm 
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* ^ % -4 t fi S t 7 ^ =r + tf rL7fe 7 x ~ ^ 

/^7/-^^ J |#cD||jt^^- C | >oi: ^ 
— «g * (2) 



* ) 

TS^ fl^ 2 - 7 / f-7 i, 
— CE * <3) 



5 ; — « * (4K 




CX - R 2 



(3) 
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"~ (29) 

( 5£ =P . X d - n y I ? ^ i t? L , Ri I i>* R* f± B& 

-C*5^S a: -'^ o ; 7-fe h ? ^ s ^ m t — <5) , 

nh 2 cnhh 2 10) 
11 
s 

85 — JK * (1) O-T $ / f 7/-*»4*OfiSao 

6 ; mis — ^^(l)©^s^^^^-^sf#^££ : ^l3375£fl- 
m m f& "fa o 

8) 4 & si sf v * - f- <d m m k m m ^ n z> 4# rp §t ^ o 
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